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T C=CoHi % . C ,—Co B A PR AR BR BE o IR AR 22 1) SE4) B0 F(H AR T IR AL & 4

(acetonide) \ WE.-F3E (benzylidine) , f, fLi s, IR &2 3& (cyclohexylidine) . AR
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[0080] DBU TR T
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[0082] DIBAL TR ERSME

[0083]  DME CHREHE KT
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[0086] FEt.N =%

[0087] EtOAc 1% 2 B
[0088] EtOH N

[0089]  FDA AN Z A R
[0090] HPLC fen R VBUMH €613
[0091]  TPA SR B

[0092] Pr,NEt SN
[0093] KHMDS 7 SHIE REFEFIEM (potassium—
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[0095] KOBu  #UT EE4H

[0096]  LDA T AR

[0097]  LRMS {27 3N
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[0122]  TsOH X FR R R
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. ~ /X!
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XN CHER O 5
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[0131]  YUARIL)EBL 0-L 7, B4 X2 0 B, Y "RLEAE S

[0132] LU L “J 73k B ARG 3L, B0 LA L2 R, 640 224 X R NI,

LA s AR R K= (D (LE59.

[0183]  fE—ANSEiEJr &, LA/ B L% E 07 A R B SE T | C ~Cobe 2 Mk BE I (-C(=
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PrIE A o X LR B B I LA R EAS PR T HR C—Coi i  FRAR C ,—Coi B AN BRI ik BRI

T2 R AN SEIE T e, LR L 25 A AR SR B . AR SE 1 1) S 440 55 TR B AL
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[0269] 4177 % 8 7w, AT A 6-16 il &AL A4 8-20. 7E77 % 8 oy, L' A BT AT Frid (1 £~
PR LN C—Coolidik C ,=Coo 53k —C \—Cobidhak C ,—C\ 5 3 ;Y AR ER S i 1L 4 -
[0270] 4 LA NEF, K SCHR 7 50 % Bk g 15 BB (6-16, L= H) ., @it
AL R I AR B I Wittig [ B\ Wadsworth—Horner—Emmons J B B% Julia #i 1k S B 5
ZALEE (6-16, Lic = H) # 4k NA-& 4 8-18, Wittig /A 4k I B2 ] I R4 5E 1 N 86 £
Ph,PCHCO,L7E A% ¥ 71 ( 1 THE \MeOH B DMF) Hh 7838 24 R & (11 -78°C -50°C ) F#E4T
Wadsworth-Horner—Emmons J7ift [ i A] SR R 8 (O N 86 £k (1 (Me0) ,POCH,CO,L°) 7EAK% TFHE
JRF¥EF (1 THE B¢ ACN) 7E3E IR (41 -78°C —25°C ) NAEAEMIAK (&1 "‘BuOK. NaH
o LiCl/ #Ui% (40 DBU. 'ProNet. Et,N)) 74E N AT,

[0271] A& P B A X Be 2R AB 6 . 4912, X Wadswor th-Horner—Emmons Jifh 52 S
(1745 55 22 L, Org. React. 25,73-253, (1977) Fl Tetrahedron Lett. 25,2183 (1984) . }h4h,
Julia Mtk S8 AT ZE R PB4 77 (40 THE. DME 8% i 4 Q& 750 CH,CL,) HhAE b JL T iR IS
(et (ORJFMEmE —2— JERHEESL ) ZBRER ) FA &K (4 Buli. LDALKHMDS % DBU) {77F
NEEARSE (40-78°C -25°C) T HEAT - MOCHR (Z WL, Org. Biomol. Chem. 3, 1365-1368,
(2005) ;Synlett,26-28, (1998)) HAJHH AX; Julia ik 5 B A IX B 24 A AR B

[0272] W] M 8-18 JEd A MIRB A 8-19, Fﬁﬁ%%’ﬁﬂcTEi%@%%ﬂ (nse
(Pd/C) B4R (Pt0,)) FRAE RAEMPEVAF (W1 EtOAc, MeOH) HRBH4T. fLikHh, BTk SN AE &
JIEH N 0. 04bar—1. 10bar BT #HAT.

[0273] RHAERITERRET (sulfonyl anhydride) BRAEEES (401 MsCl. TsCl B TF,0) 7EA%
PEAEST A (1 THE BOxiAR¥E 7R (1 CHCL,) ) HHEAIE RIS, (1 EtN) 477E F )k 8-19
[R50 3564 B 2 3L ] (4 MsO-. TsO-. TF0-) #931] 8-20,

[0274] {3t , 8-20 [5G L A AT AL i Ak o 12 BT AE AR (1 Nal B NaBr)
AFAE N AEAR RS F) (1 DMF BT R ) ThakfT. B0, PR R 2 i L) 6 A m] R xR
TRFF (1 NS B NBS) ZERMEIETR (1 THR) HHAE PhyP A48 FOBR L e 47 76 R 3ET .
[0275] k&%) 6-15 B4 N &) 8-20

[0276]
H RQB
: (o) O %Rgb
NC (6]
OH
6-15 9-21
H F H
R _ o, .3
g 0 \‘\OWLRgb —— é ’ _— 8"20
NC 0 ° NC o )
N Y
9-22 9-23

[0277] 7% 9

[0278]  FETR 9, BIoR THEAL AW 6-15 HAb ML A4 8-20 (M 55 —FRhJiik. fE7%R 9

o, R7HT R A C —Cole B —HE AR AL Y P NERFRER S i L4 5Y * A 0. 0L *BE CHCO ,-L,,

Ho LS BURY 3

[0279] W7 R 9 Fiow, AR A SCERP AR 1,2 ZBERI 5 AL A9 6-15 il %1 &1
24
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8-20. XMLAM) 9-21 [HN N, - AT A CRAITE 8 HREAIITTIE) , 153 9-22.
K SCRRITE AL G 9-22 AT IR ORY, 15 3 1 o PR 0 e A o A P 1% — B4 31 1%
9-23 (Y= 0) . W% 8 frikabHEE 9-23 13 EI1L A4 8-20.

[0280] fL &M T-17b B4k KN 8-20

[0281]
H OH H R10a
o) G 0 0 eo\,LRmb
R20 o OH R20 0 0
OH OH
7-17b 10-17e
H o R10a H o R10a
o O\,LRmb , o) O\,LRmb
R20 0 0 0 0
Y2 Y2
10-17f 10-17g
H
"o o R _ o, )
\,Lwa_. : 7 =, 820
(0] NC O
NC O y2 y2
10-22 10-23

[0282] &K 10

[0283]  ERE, AT R 10 ot & 7-17b HAL LAY 8-20. 7EJ7 % 10 1, R
5 C-Cobt e F e L ZHEARUT 2 SR R " AEL C  -Colp B — e A B oY AR,
B A sYPA 0. OL °BY CHCO ,-L,o LENA B RS LA

[0284] WA EFEVELRYT 1, 2- F, RSN B 66 B8 1 2 ek i Ab i IR I B3 i 1 4
KA B T-17b Bk AL &) 10-17F. 1,2 FERG e AR m] F S R L 401 B AR I
S (carboxyl chloride) ( #1 DMP, f Ui \MeOPhCHO BY, Ph,P) 7EBR 1AL FFIAFEAE N HE4T o
BRI R R BR B X I B B B e AR RT I AE T R 8 A A AL B4 10-17g
10-22 A # BRI H 77 2 2 TR ST 4% o SR SCRRTT VA0 AR 30 5 B 3 AT
WRAR4, SR 5 P s b P, 4331 10-23 (Y = 0) » 34T Wittig.Horner—Wadsworth-Emmons
8¢ Peterson UL RN, R AT AL, 12 21451 8-20.

[0285]  D. {k2AsLjitifA

[0286]  SLjiEfd] 1 : WALAH AC A AL A4 AD

[0287]
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[0288] & 11

[0289] HALAMAC(L Wt, 1V, 1 eq) ¥&T THF (1. 80V) J#4 % -75°C. LUENHHE LA
it 65 °C [958 5 i N KHMDS (0. 50M (1 B 28745, 6. 60V, 1. 10eq) » TN5EJG , S48 7E ~75°C R it
FE 30 48t DA Y0 BEAS R —65°C BIIE NN MeT (0. 188V, 1. 01eq) [#J THF (0. 50V)
. NSEG, SERAE —T5°C R HHE L /NEE . DA A 308 AN 8 -70 °C 1 A
KHMDS (0. 50M [ HE R, 0. 60V, 0. 10eq) , HAREEAE —75°C T HE 2. 5 /NF o 7E il 2440 H
5 DU P B E ASHEEE -55°C IO E I 20wt % NH,CL aqg (1. 50Wt, 1. 9eq) « IN5E & K
FHREMFHESE -20C. IIAK (1. 50V) MRS EARSE 0°C. BHMHRA ML BRI
HART (ZNLEEH MTBE (0. 40V) ¥k ) , SkeeBIZIHEEE 2 280 B HUKE, GHLZE K
(2. 0V) Pedik o IRAAEHLZ, R BE RIVE AR 5 BEgT (150 V x 2) SLubbr2s, B2~ 4, A
wOMEAE (. IWt, dr =4.4 1 1),

[0200]  CREff (1. 1Wt) BIFTPEGE -MIBE(4 0 1 v/v,5. 0V) FHFIN#AE 80°C o H FrSVA VK -
1) £ 1 /M Z 70°C;2) 18 T0°CLREF 0. 5 /M 33) £ 0.5 /NI 2 65°C (FFLRTTIE ) 34)
7E 65°CAR-HF 0.5 /NEF 35) 42 0.5 /NAE 60°C 16) 78 50°CHREF 0.5 /N 1 7) W E =, 4k
GEgtRE 40 /N, SR SAE, FHBER (IV x 2) B, 7E N,/ BT T, B ELA Y AD,
MR ER R (0. 69Wt, 0. 66eq, dr = 34 © 1) RAEBEE, BB Z R R EY (LEW
AS), NEE AR (ZH SSATREY, 0. 38Wt, dr (b G AD | ERFAE=1 1 2.2),
[0201]  SEhtifhl] 2 <Kk &4 AS FEXF L A 2AL ik &4 AD

[0292]
H KHMDS Y o
O H EZ E \\\H
tert-BuOK 2
NC O "’O NC O / :no
41,00 1,00 .
LEYAS &% AD

[0293] & 12

[0204]  SRAISAARGEREME T F10 - FFALBES il S 03R4 (CIDR) , H 7R B4
THEAETT B 12 B B FP AN 75 K C25 22 [a) e MR B AL A AT TR 1 C25 A,

[0295] 735 1 LA AS(L Wt, 1V, dr =1 & 2.2) TR (2.6V) 34 FE -20°C. LA
A8 PN 00 B AN —16°C 33 B N KHMDS (0. 50M (1 B 2RV, 3. 4V, 0. 60eq) « MISE)E , 4%
BiAE -20°C T HeHE 15 8. ERIZIERE T, DAME N AREL A IS - 15°C IR E I 20wt %
NH,C1 aqg (1. 0Wt, 1. 3eq) » b 7815, IRAWAIRE 0°C. AN, HIK (2.0V) ik,
WE . FREREFIFK G BEE (3. 0V x 2) depbleds, B2, MEalEEmEEY (dr
=2.6 . 1), FZHMBIEZETHL -MBEG @ 1, v/v,3.0V) JFI#E 80°C. PFrisHiEA
A 3 /N R ER (23°C ) (FE45°CHERVINE ) » IR EE, I T2V Rbsk 1) B
BE-MTBE(S @ 1 v/v,1.0V) 52) Bike (1. 0V), 75 N,/ HA N T 1351k &4 AD, A €k
K (0. 31Wt, 0. 31eq, 0. 08eq) « IRAGEFRAFEIML AW AS(0. 69Wt, dr =1 & 1),

[0296] J5iE 2 B AS(IWE, 1 V,dr =1 1) T HikE -MTBE(G & 1v/v,2.0V), fE
23°C AN\ KHMDS (0. 50M 1) B 2R VAW, 0. 40V, 0. 07eq) o R4 HE 10 2040, IR WA &
0°Co MAALEY) AD (0. 0001Wt,0. 0001 eq) , FARLEAHF: 30 - 8h (PLVERIN ) o 7EI 24 FE

26



CN 101883763 B i BB 24/34 7

T 20wt % NH,C1 aq (0. 20Wt, 0. 26eq) « FIAFIRAYIH Et0Ac (2. OV) #kk LAVERE S
ADYTVE « 4 BANLE, FK (1. 0V) Peik, ik4n. Bk E KEFIAUK S Bike GV x 2) JLibks
F 5B, NE AR AR SY (dr = 2.3 © 1) Bz SR T Bk -MIBE(3 © 1
v/v, 1. 5V) FFINIRE 80°C . W FrigvETHIEIE 3 /NHAZE 20°C (1E 50 CHIRYLIE ) » 1LUE
WA dm A, FHBEE -MTBE (4 & 1 v/v, 1V) BE%, 75 N,/ B2 N RS 2AY AD, N A &%
F (0. 22Wt, 0. 22eq, 0. 04eq) »

[0297]  J11% 3(CIDR) :7E 23°C BB AS(1 Wi, 1V, dr = 1 : 5) ¥ THeke GV) .
A t-BuOK (1. OM [¥] THF J& 7K, 0. 29V, 0. 10eq) , 4k SE ik 10 280, 38RV, H B
(10V) ¥k, T4, 22140 54 AD, NG Bk K (0. 36Wt,0. 36eq, dr = 7.3 © 1, JE¥ dr
=3.7: 1. HEABUEWASAWL, 1V, leq, dr =1 : 1.7) BT HE G.0V) 34
£ 70 ~ -75°C. JnA KHMDS (0. 5M ) FF 2R A W, 0. 500eq, 2. 88V, 2. 53Wts) [F] I AR £F P
BT -65°C. FHERASMEASE -70 ~ -75°C, 1£ —70 ~ —75°C F4ka:hiE 4 /Nt
A 20wt % NH,C1 (/K& 2. 00Wts) [AINHRHEF A FIEZALT —60°C. ise/E, 4 1.5 ~ 2 /)
MRS FHESE 0°C. ZEHHE T N MTBE (4. 00V, 2. 96Wt) F17K (4. 00V, 4. 00Wt) , ffi it
BB EMAT. DEEHIE dr =6.5 @ 1), KA TFAIYIFREEL 1) 20wt % A7 R
(FKYEW, 1. OWt) 52) 7K (3.00V) 53) 7K (3. 00V) , FEE S T RG22 ~ 2V, Bk EBM5 P
$5t (6.00 V x 2, BEREEE S N E RG22~ 2V) J#ATIERIAS B, FBEGE -TPAGB & 1 v/
v,3.5V) Bk, BZIRAWIINIAE 60°C, 4 4 /NI E 15 ~ 20°C, FAE 15 ~ 20 CHdEL
o PRI, FIBESE —TPA(9 & 1 v/v,2.0V) 1ok, 76 N2/ B4 F T, B30aY
AD (0. 4Wt, 0. 4eq, dr = 57 & 1), NIRE T K.

[0298] 'H NMR(500MHz, CDC1,)

[0299] & 4.40-4. 44 (1H,m) , 4. 30 (1H, dd, J = 6. 5, 3. 5Hz) , 4. 09 (1H, dd, ] = 6. 5, 3. 0Hz) ,
3.72-3. 77 (1H, m) ;3. 37(1H, dd, J = 10.0,6.5Hz),2.91-2. 99 (1H, m), 2. 35-2. 39 (1H,
m,2.07-2. 12(1H, m), 1. 97-2. 03 (1H, m), 1. 96 (1H, dd, J = 14.0,4.0Hz), 1.82(1H, d, J
= 12.0Hz),1.58-1.70(5H, m), 1. 50-1. 58 (6H, m), 1. 42-1. 49 (1H, m) , 1. 32-1. 40 (2H, m) ,
1.29(3H, d, J = 7.0Hz) , 1. 11-1. 20 (1H, m)

[0300]  C NMR(125MHz, CDC1,)

[0301] & 122.95,110.58,78.29,76.28,75.92,75.81,72. 16,68. 34,43. 80,40. 51,
37.61,34.52,29. 85, 28.92,27. 24, 25. 33,24. 24, 23. 84, 22. 50, 18. 55

[0302]  LRMS (EST)m/z SZili{& 370. 15[M+Na]®

[0303] AR 123°C

[0304]  SEHEH 3 MALEW) AD Btk &4 A

[0305]
H | o)

- O H § \\‘H

: 1M HCI aq 2

: NC 0O "OH

NC o "0 AcOH Z
/"'O rt OH
wEYAI

WA YAD
[0306] % 13
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[0307]  7F 20 'C F ¥ 1k & ¥ AD (IWt, 1V) & 7% T AcOH(5. 00V, 31eq) » JN A 1.00M HCI
aq (2. 48V, 1. 00eq) , 7E 20°C 4k &5t FE 5 /NN o B M IR A W¥E 2 0°C, NN 50wt % NaOH
aq (2Wt, 8eq) , AR LR FEF A IR EAR T 10°C o I BEHE -MTBE (2 © 1 v/v, 10. 0V) Ff-ZkE2F 51
ke 3 et . BHANUE, KERZHE (10.0 V x 2) ZE. S IFrE 2852, HEK 2. 0V)
Ve, W4i . FREBRIERIS ZIE 8.0 V x 2) HLEskrI:, SR, A A& (0. 62Wt,
0. 080eq) -

[0308] AR AALAYI AT (WL, 1V) BIFT IPA(6. OV) JFMN#AZE 80°C . FrfVERE | /N4
BE . SR EVEA T 0°C, 4h4:4E 0°C T HHHE 1 /DI ik yBUERDTTE, VA TPA (2. 0V)
Bewk, TEE, B2 A AT, A ERR (0. 72Wt, 0. 72eq)

[0309] 'H NMR(500MHz, CDC1,)

[0310] 8 4.37(1H, dd, J = 6.5,5.0Hz),3.97-4. 04 (1H, m) , 3. 88-3. 89 (1H, m),
3.74-3.79 (11, m), 3. 42 (1H, dd, J = 10.0,7.0Hz),2.91-2. 99 (1H, m), 2. 56 (1H, br),
2.37-2. 41 (1H, m), 2. 27 (1H, br),2.05-2. 11 (1H, m), 1. 96-2. 00 (1H, m) , 1. 82 (1H, d, ] =
11.5Hz),1.75(1H, t, J = 11.5Hz),1.65-1. 70 (11, m), 1. 54-1. 61 (2H, m) , 1. 47-1. 53 (11,
m),1.32(3H,d, J =7.0Hz), 1. 15-1. 24 (1H, m)

[0311]  "C NMR(125MHz, CDC1,)

[0312]  6122.93,77.71,77.00( 5 &5 5% ),73.60,69. 14, 68. 45,67. 04, 43. 66,
40. 38, 29. 88, 28. 85, 28. 37,22. 48, 18. 53

[0313]  "C NMR(125MHz, il —d6)

[0314] 8 122.60,77.77,77.04,73. 32,69. 40, 68. 34, 66. 55,44. 02,40. 11, 29. 93, 28. 74,
28.16,22. 25,17.95

[0315]  LRMS(ESI)m/z S£iUM{A 289. 95 [M+Nal'

[0316] A 189°C

[0317]  SZifafs] 4 : ALAYD AT B LB AK

[0318]

H o o
z wH Ac07<‘LBr
= , cat H,0
NC (0] "0H
OH 0°C
HAWAI & AK

[0319] & 14

[0320] HEAAMIAT( Wt, 1V, leq) BIFT 4HE (5. 00V) HAE 0°C o LAE Py HE S A it
TCHIBEEEMA 2- LB -2- HIETFBHR (0. 938Wt,0. 656V) o N5 S5, MK (0. 002V,
3mol % ), ZhEEAE 0°C N R | /NS g S BV A4 FH MTBE (5. 0V) Fike. 40N HRE 1%
2 0°CJa, fEBIZIREE TR /NG 10wt % NaHCO, aq (5. 0V, 3. deq) , (-8 N HE A T 7°C,
FERIR S AT BHEANE, KZH MIBE (5. 0V) %L, & I3FrE AN, KK H T3
Yk 1) 10wt % NaHCO,; aqg (2. 0V, 1. 4eq) :2) 7K (2. 0V) ;3) #hsK (2. 0V), W4, 13 24
i B AK, AR EHPIRYD (1. 4TWt, 1. 0deq) » WFIZF WS AR 4V x 3) T4,
To 75 Ak TR R L
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[0321]1  'H NMR(500MHz, CDC1,)

[0322] & 5.20(1H, br),4. 38 (1H, dd, ] = 6. 5,3. 5Hz) , 4. 21-4. 23 (1H, m) , 4. 04 (1H, dd, J
= 10.0,7.0Hz) , 3. 79-3. 83 (1H, m) , 2. 90-2. 98 (1H, m) , 2. 51-2. 56 (2H, m) , 2. 30-2. 34 (1H,
m), 2. 11-2. 15 (1H, m), 2. 07 (3H, s), 1. 65-1. 71 (1H, m), 1. 57-1. 62 (3H, m) , 1. 49-1. 55 (1H,
m), 1. 32(3H, d, ] = 6.5Hz), 1. 21-1. 30 (1H, m)

[0323]  °C NMR(125MHz, CDC1,)

[0324] & 169. 39,122.79,78.13,75.49,75.42,73.76,68. 45,44. 66,43. 48,40. 11,
29. 48, 28. 88, 28. 38, 22. 40,21. 12, 18. 46

[0325]  LRMS(ESI)m/z  SEIWME 393. 96 [M+Nal®

[0326]  SLjiEfd] 5  MALAH AT A itk 54 AL

[0327]
H 1) 0O H
o ACO?«LBF - 0] ‘\\H
z «H , cat H,0 =
z CH4CN, 0 °C _ NC (o) "HOA
NC o "OH ¢
- 2) DBU, R #
OH 100 °C HEDAL

ey A
[0328] & 15
[0320] LAY AT (IWE, 1V, leq) BIFT ZMF (3.0V) FH4A % 0°C. DAME Py AR A i
2CHITEEIMA 2- 2B 5L —2- FAEPIBEIR (1. 02Wt, 1. 30eq) « MNFEJG, AN M - /KIBE
¥ (7K (0. 0020V, 0. 030eq) FIZJE (0. 020V)) , AkEE7E 0°C N HEH: 2 /NG 7ERIZIBEFE T, DA
A58 PN B AN R 8°C IR N 10wt % NaHCO03 aq (5. 0V) (J#H CO,) o AN FRZE (4. 3Wt,
5.0V) , AR B ZU 3 48 . (IR AW, B HHANUZ . KIZHFZR (2. 6Wt, 3. 0V) ZHL,
HIFFTEBEVLZ, WK LIS 1) 10wt % NaHCO, aqg (3. 0V) ;52) 7K (2. 0V) .
[0330] HANLZHAE 2 B, 75 KR ST T 28080 25 oW 557, FIrid &R Fisf
HUZ NI 90°CRR 22 1, ARG IR AN E L 110°ChE LB 2K, ¥ £ 80°CJa, I
(2. 50Wt, 3V) , SR JG AN DBU (1. 12V, 1. 14Wt, 2. 00eq) « FHRE S EINAE 100°C, BIZIPHE
L7/ o 5 RBIRA V8 22 0°C, DT P 3L BE AN B I 8°C [ B2 1. 00M HC1 aq (4. 5V,
L. 2eq) « HHHIREMHEC. BHAVZ, KZHFZR (1. 73Wt, 2. 0V) . GHrAA
BUZ, R L R MR a4 1) 1. 00M HC1 ag (0. 50V, 0. 13eq) 52) 10wt% NaHCO, aq(1.0V) ;
3) 7K (2. 0Wt, 2. 0V) , ¥k4a. FRE IR IRLE 1PA(2. 0V) bl ds, 1SR4, ikl f4 .
LA B AL BT TPA (5. OV) FFIN#E 80°C. & 2 /NI TS IA A 2 0°C, 4k 4Lt
0°C N HEHE 30 4 b, DB Sk, FIYA TPA(LV) ik, SRE MR ke (V) eids, THE,
RRMEEY AL, N E AR (0. 64Wt, 0. 59eq) o WATERR, F| TPA- Bkt (1 2 1 v/v, 1. 0V)
MikEo AR BB YTE, I IEISCER, IRk « D) IPA- Bebe (1 ¢ 1 v/v,0.4V) 52) Pk
(0. 4V) , FJ5, 15 2] 5 AMIAA Y AL (0. 043Wt, 0. 040eq) o
[0331]  SEZiifafs] 6 : AL AK & A &9 AL
[0332]
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DBU

e

g
100 °C

HAEYIAL

[0333] 75%‘,5; 16

[0334]  BAL-AWIAK (IWt, 1V, leq) V& T B2 (5. OV) o 7£ 23°C RN DBU (0. 818Wt, 0. 803V,
2.0eq) , T IBEYIINIE 100°C. LW AK MR ET, H&Wﬁé WV % 10°C, N
A IM HCL(3.5V, 1. 3eq) « ¥ PrfRiRAMIRIZIIHE 5 7%, T H . EHANZE, KEH
MTBE (5. 0V) ZEL. A HFrE AN KA AT st 1) 7K (2. 0V) 52) 10wt % NaHCO,
TS (2.0V) 53) 7K (2. 0V) , W45, 15 B ERAR PR AU K KR G4 - 44 5% B 7K 5 Bebe (3.0
V ox 3) ILublR 2, BRI AL G AL N AlE Ak (0. 65Wt, 0. 83eq)

[0335] 'H NMR(500MHz, CDC1,)

[0336]  §6.16(1H, d, ] = 10Hz),5. 60-5. 63 (1H, m),5. 01-5. 02 (1H, m) , 4. 34—4. 36 (1H,
m) , 3. 80-3. 85 (11, m), 3. 42 (1H, dd, J = 5.0, 2. 0Hz), 2. 93-3. 01 (1H, m), 2. 53-2. 57 (1H,
m),2.07-2. 12 (1H, m) 2. 03 (3H, s), 1. 56-1. 72 (4H, m), 1. 49-1. 55 (1H, m) , 1. 32(3H, d, J =
6. 5Hz) , 1. 22-1. 30 (1H, m)

[0337]  "C NMR(125MHz, CDC1,)

[0338] 8 170.10,142. 16, 122. 82, 122. 42,79. 43,75. 26, 74. 81,69. 52, 68. 48, 40. 36,
29. 62, 28. 90, 28. 77, 22. 49, 21. 26, 18. 54

[0339]  LRMS(ESI)m/z SEZJUMH 314. 04 [M+Nal'

[0340] 1A 92°C

[0341]  sEjiafs] 7 : MALEW) AL A AL &4 AM

[0342]

1) O3, MeOH-DCM H
H 45 °C O\LH
wH 2) NaBH,, -20 £0°C
-~ NC o) H
NC g °

""OAC 3) KzCO3, rt
&Y AM

[RERR]

4) NalO,, THF-H,0, rt
&Y AL

[0343] & 17
[0344]  BALAW) AL (1Wt, 1V, leq) VAT McOH-DCM (G : 3 v/v,8.0V) HAE —47°C. [AE
EHIHIEN O, RFFH AL EACT —42°C. YA AL HFET /G, BANBRIEEM 04, H
% S N g 1Ak I S A I 8 SR B 1
[0345]  SRJARE IR AT E -25°C, I NaBH, (0. 0753Wt, 0. 580eq) , [FI I {R £ P &E
BEART -17°C. IN5e)E, ¥IREWAE —20°C TR 1 /0, S8 5 FHE S 0°C o I\ NaBH, (i
Fi,0.0753Wt, 0. 580eq) ( [FIRMREFAFIELEZ(LT 3°C ), /£ 0°C M R&Efitt: 1 /s
[0346] 7 0°C NN K,CO5(0. 7T12Wt, 1. 50eq) , B [ BFHR E 20°C o LR ER A4 H #6558
Ja (L4 /080 ) R SIR G 2 0°C, FERIZIHE I wt% HCL aq (5. 1Wt, 4. leq)
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Y3 pH & 6-7,

[0347] PR PAIR S MIE U ( B4 5. 6Wt) FEERY, K -THF (L @ 1 v/v,
4. 0V) FiBe, ¥ 2 15°C o A NaIO, (1. 47Wt, 2. 00eq) , TR HIRAE 20°C T i Hk B 2 =R HE
54 (213 /080 ) o ARG RONIR A FH EtOAc (6. OV) e, BIZUDEE 5 43 f, it ik +
JEHL 2We) PR IR (F-1), BT —5%, JEPFH EtOAc-EtOH(9 : 1 v/v,4.0V) (V8 :
F-2) ¥e¥ko M F-1 PN NaCl (1. OWt) , Frf VR AR 2L hi 4 5 7%, . B AL
Jz, KIZH F-2 2B A G AALZ AR LA NPk 1) 10wt % Na,S,0, aq (1. OWt) ;
2) 7K (1.0V) 33) 7K (1. 0V) o #4a, 132 [ g . bR KA RS Et0Ac (6. 0V x 3) 3%
WhbR 2 SR, B AR (0. 84Wt, 0. 96eq) o HFiZA M EIE T BEbt -EtOAc (1 & 1
v/v,3.5V) FHINIE 80°C. FMFRNE 2 /IMHAE =R (£~ 65 CHIAYIE) . BHIREY
AR 0°C, AR mt: 1 /A . T y8UEE ik, -V Pt -EtOAc (1 & 1 v/v, 1. 8V) Hik,
FEN,/ B2 N1, A3 2S5 AV, 3 0k R (0. 58Wt, 0. 67eq) o WAHERA, 14 H 8- T P
£ -EtOAc (4 © 3 v/v,0.9V) HIFINIE 80°C. FHFETEARE 2 /N 20°C., RS
VAR 0°C, Hakaehitt | /. sk yRUcER ddd, H% Pkt Et0Ac (4 & 3 v/v,0.50V) ¥k
B TE N,/ BT, B2 MG AL B Bk R (0. 068Wt, 0. 08eq) o

[0348] 'H NMR( 3= st F 4444, 500MHz, CDC1,)

[0349]  §4.96(1H, s),4.17(1H, dd, ] = 6.0,3.5Hz),3.90(1h, d, J = 9.5Hz),
3.82-3.74(2H, m),3.41(1H, dd, J = 10,3.0Hz),3.01(1H, s),2.95-2.85(1H, m),
2.51-2.45(1H, m) , 2. 22-2. 15(1H, m) , 1. 72-1. 64 (1H, m) , 1. 63-1. 48 (3H, m) , 1. 29 (3H, d, J
= 13Hz), 1. 30-1. 18 (1H, m)

[0350]  °C NMR( 32k B4, 125MHz, CDC1,)

[0351]  §122.81,92.46,77.17,75.70,72.43,71. 18,68. 36,40. 28, 29. 82, 28. 70, 28. 40,
22.42,18. 52

[0352]  LRMS(ESD)m/z SEIUME 307. 99 [M+MeOH+Na] "

[0353] A& 116°C

[0354]  SLjiEf] 8  MALAH AM A AL A4 AN

[0355]

H o (MeO)gg\/COzCHs
wH LiCl, (i-Pr),NEt - CO,CHj,
NC o] OH CH3CN
Q rt
HEYAM

[0356] & 18

[0357]  AGALAM) AM(IWL, 1V, leq) BIFET 4ME (4. 0V) FF4 % 10°C. I LiCl (0. 184Wt,
1. 10eq) , SRFGIIA N, N- Z B 2L % (0. 825V, 1. 20eq) « N FREFE S 10°Cha, bA
3 YR AN B 13°C (3 BN N R L 2, B8 = i (trimethyl phosphonoacetate)
(0. 703V, 1. 10eq) « AN5EJE, B NAE 10°C T HiHE 1 /NEE, SR G FHE % 20°C 4R%24E 20°C
TR EREAAEY MR A RN S MTBE (8. 0V) #7422 0°C. 7ERIZIH
FERIN 1. 00M HC1 aq(5. 0V, 1. 5eq) , [AIA OR 7 N BRI LA T 8°C, (LT3 PIAHTR &4 7>
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fc. B HANLZE, KJZH MTBE (4. 0V & 2. 0V) ZHL. & FFFrA AHLE, Wk H BL NP BT -
1) 10wt % NaHCO; aq (3. 0V) 32) 7K (2. 0V) , #&4i, 13 2MLA W) AN, iR iRy B @ Z~
20 1 1),

[0358] 'H NMR(500MHz, CDC1,)

[0359] & 6.87(1H, dd, J = 16.0,3.5Hz),6.02(1H, dd, J = 16. 0, 1. 5Hz) , 4. 81-4. 86 (1H,
m) ,4. 02 (1H, dd, J = 9.0,6.0Hz),3.86-3. 91 (1H, m),3. 73 (3H, s),3. 46-3. 52 (2H, m),
2.87-2.94(1H, m), 2. 51 (1H, dd, J = 14.0,10.0Hz),2. 14 (1H, dd, J = 7.5,5.5Hz),
1.92-1.98 (1H, m) , 1. 75-1. 83 (1H, m) , 1. 66-1. 74 (3H, m) , 1. 61-1. 45 (1H, m), 1. 33 (3H, d, J
= 7.0Hz),1. 27-1. 35 (1H, m)

[0360]  °C NMR(125MHz, CDC1,)

[0361] & 166.95, 148. 24, 123. 08, 120. 00, 84. 03,74. 31,74. 25,67.85,67.77,51. 85,
40. 23, 35. 52, 26. 80, 24. 18, 22. 27, 18. 30

[0362] LRMS(ESD)m/z  SEIHAE 332. 05 [M+Nal®

[0363]  SLjiEfd] 9 : MALA W AN A itk 54 AO

[0364]

PtO,
1.04 bar H,

CO,CH3 MeOH
rt

ft AN HAEHAC
[0365] 7&K 19
[0366]  #E N, I 7E S M 2% 1 2 N P10, (0. 73wt %, 1. Omo1 % )« 7E N, NI AALE4) AN [£)
MeOH (10. OV) V& . P HBA % 15°C, 1E 1. 04barH, FHiHkE. 2 /NG, B B AHE 2
20°C, LN EH R AL A AN JHFESE 4. bR R (W) W98 R SURA W, BEYFH
MeOH (5. OV) ¥tk . W4a I8, 5% 86 1) MeOH 55 DCM (3. 0V x 2) JE/KILWBER %, 15 211654 AO,
NIRETHPIRY (1. 06Wt, 1. 05eq) o« 1ZHH&hTE 75 Atk iy BT R 10 1 S M o
[0367] 'H NMR(500MHz, CDC1,)
[0368] & 4.18-4.23(1H, m),3.82-3.91(2H, m), 3. 67 (3H, s),3.53(2H, d, ] = 6.5Hz),
2.86-2. 93 (1H, m), 2. 40-2. 46 (1H, m),2. 31-2. 38 (2H, m), 2. 17(1H, t, J = 7.0Hz),
1.85-1.92(1H, m), 1. 59-1. 84 (6H, m), 1. 49 (1H, dd, J = 14.0,5.5Hz),1.32(3H, d, J =
7.5Hz), 1. 23-1. 30 (1H, m)
[0369]  "C NMR(125MHz, CDC1,)
[0370]  §173.90,123.10,84. 23,74.90,73. 28,68.31,67.73,51.81,40. 28, 35. 99,
31. 75,30. 78,27. 12,24. 03, 22. 27, 18. 32
[0371]  LRMS(ESD)m/z  SEZIMHE 334. 08 [M+Na]®

[0372]  SEZJGEH 10 : MLEH A0 & it &40 AF
[0373]
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H H
. o] (CF3S0,),0 ) o]
NC (o) CO2CH3 CH,Cl, NC (0] CO,CH3
OH -78 oC oTf
HEMAO A AT
H
~ O
Nal :
DMF NC () COZCH3

rt |

& YIAF

[0374] & 20

[0375]  BAk&¥ AO(IWt, 1V, leq) AT DCM(4. 50V) . JN A TEA (1. 16V, 0. 84Wt, 2. 60eq) ,
IRV Z -T0°C o DAME P HFIE A L -65C 193 E n N\ T1,0 (0. 702V, 1. 30eq) ¥
DCM (1. 50V) & . INFEJa, ¥ WAL —T3°C R e 1. 5 /by, FH 2 —20°C, FHAE —20°C T i
¥ 30 9%

[0376] AL DMF (3. OV) , IR S WFHE SR 0°C o A Nal (0. 674Wt, 1. 40eq) , ¥ B B FHE
£ 23C. =RMHABERE (AW AT WH TG, B RMIBEGYH B (8. 0V) MBI
£ 0°Co MAIK (9.0V), RN LREF N FEEIRT 10°C. S PR AYRIZINE: 3 78,
WG . BHANZ, KZH MIBE (6. 0V) 2Bl A HHFraAVUE, IR LU R i -
1) 1. 00M HC1 aqg(5. 00V, 1. 56eq) ;2) 10wt % NaHCO, aq (2. 0V) ;3) 10wt% Na,S,0, aq (2. 0V),
4) 7K (2.0V) 35) 7K (2. 0V), 946, FGHREYIHET MTBE (6. 0V) , IMAEERL (1. 0Wt) o g Frie
WRAT 22°C N PEFE 5 2%, ARG 198 . JEA% L WRERE A MTBE (8. 0V) ¥eisk, IR 4iiEyl , 13 24
P, R AR AR (1. 35Wt, 1. 00eq)

[0377]  #%1k & ¥ AF (1. 35Wt, 1. 00eq) & % T MIBE (1. 4V) FIn# % 45°C. A Pk
(2. 8Y) , [FIBS AR FF A FRELEEAE 40°CH 45°C 2 ). W TSI TEETRE | /NA R 22°C, )G
78 22°C R HEHE 2 /MBS . BHIRAARZE 0°C, HAk S bt 2 /et T 8UCEEDTIE , F T4 1
(0°C ) Pibt -MTBE(L : 3 v/v,2.8V) Pk, 76 N/ BT T4 L/, 132 54 AF, ik
R AR (0. 98Wt,0. 72eq) » WHa BB, T MTBE (0. 33V) o« fIABELE (0. 33V) , ¥ Frf5
BIBHEBAZE 0°Co MAAEF D ERLAY) AF ik (1FEE—H{=Y ) Ve eFh, gkseqfE
0°C RHLH: 15 /NEF . I JEUERYTVE, FHTIA TG (0°C ) Pt -MTBE(1 & 2 v/v,0. 33V) Fik,
TEN,/ HA T 1/, XA BAEY) AF, N ER R (0. 046Wt, 0. 034eq)

[0378] AL &W) AT

[0379]1  'H NMR (500MHz, CDC1,)

[0380] & 4.46(1H,d,J = 10. 5Hz) , 4. 38 (1H,d, J = 10. 5Hz) , 4. 21-4. 26 (1H,m) , 3. 89 (1H,
dd, J = 8.5,6.0Hz), 3. 81-3. 86 (11, m) , 3. 68 (3H, s) , 2. 93-3. 00 (1H, m) , 2. 41-2. 50 (2H, m) ,
2.33-2.39(1H, m), 1. 91-1. 97 (1H, m), L. 64-1. 92 (6H, m) , 1. 45 (1H, dd, J = 14.5,5. 5Hz) ,
1.25-1. 35 (1H, m), 1. 32(3H, d, J = 7. OHz)

[0381]  C NMR(125MHz, CDC1,)

[0382] 6 173.62,122.86,117.51,81.84,78.54,74.57,73.08,68.63,51. 94, 40. 16,
35. 28,31. 77, 30. 64, 27. 13,23. 95, 22. 33, 18. 42
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[0383]  LRMS(ESI)m/z  SEJUA{H 446. 12[M+Na]'

[0384] AL &) AR

[0385] 'H NMR(500MHz, CDC1,)

[0386] & 4.21-4.26(1H, m),3. 78-3. 83 (2H, m), 3. 67 (3H, s),3.44(1H, d, J = 10. 0Hz) ,
3.37(1H,d, J = 10. OHz) , 2. 99-3. 03 (1H, m) , 2. 49 (1H, dd, ] = 9.0, 8. 5Hz) , 2. 42-2. 47 (1H,
m) , 2. 32-2. 38 (1H, m) , 1. 80-1. 89 (3H, m), 1. 63-1. 75 (5H, m) , 1. 33 (3H, d, J = 7.5Hz),
1. 24-1. 30 (1H, m)

[0387]  *C NMR(125MHz, CDC1,)

[0388] & 173.74,122.89,81.75,76.07,75. 10,68. 24,51. 86,40.52,39. 00, 31. 78,
30. 75, 27. 09, 24. 36, 22. 53, 18. 72, 18. 51

[0389]  LRMS(ESI)m/z SEilM{H 444. 02[M+Nal®

[0390] AR 69.5°C

[0391]  SEjafs] 11 : AALEH AF G AL A4 AP

[0392]
H
] o H o
: LiBH,
CO,CH
NC 0 02CHs 4 THF NC o
| it | OH
HEYAF A4 AP

[0393] T&E 21

[0394] AL &) AF(IWE, 1V, leq) V& T H R (5.0V) ¥ % 10°C. Jn A LiBH, (2. OM f
THF ¥&¥, 2. 4V, 2. 0eq) , ££ 20°C T4k bk 18 /NiF . g S SRS YA & 0°C, 76 B 244 H:
TR FEATA (0°C )EtOAc (6Y) H1 1. OM HC1 aq (6. 0V, 2. 5eq) KRS, SN %8 H
EtOAc (2V) e, B3 sl 5 AR &6 7F . BEHANZ, KJZH EtoAc (5. 0V) ZEHL. &
HITEEHE, WKL TR 1) 10wt % NalCO, aq(2V) ;2) 7&K V), %5, %RE K
KEHZR BV x 2) kR, 521659 AP (0. 93Wt, 0. 89eq)

[0395]  'H NMR(500MHz, CDC1,)

[0396] & 4.24-4.30(1H, m),3.86 (1H, dd, ] = 8.5,6.0Hz),3.78-3.83(1H, m),
3.62-3.68(2H, m) , 3. 44 (1H, d, ] = 10. 5Hz) , 3. 38 (1H, d, ] = 10. 5Hz) , 2. 99-3. 04 (1H, m) ,
2.51(1H,dd, ] = 14.0,8.5Hz) ,2. 06 (1H, t, ] = 6. 0Hz) , 1. 86-1. 92 (1H, m) , 1. 59-1. 78 (9H,
m),1.33(3H,d, J =7.0Hz), 1. 24-1. 31 (1H, m)

[0397]  C NMR(125MHz, CDC1,)

[0398] & 122.94,82.70,76.27,76. 25,68. 42,62. 77, 40. 50, 39. 08, 33. 72, 29. 67, 27. 25,
24. 59, 22.55,19. 08, 18. 51

[0399]  LRMS(ESD)m/z  SEZIWMH 416. 02 [M+Nal®

[0400]  SEZJGEH] 12 : MLEY AP & it &4 AU
[0401]
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OH CN
Zn e,
AcOH . s (o)
OH
MeOH
| OH 0°CEt
&% AU

&4 AP
[0402] & 22
[0403]  7F 23°C R IAITEERMEEHINA Zn ¥ (2. 5Wt, 15eq) o A MeOH (5. OV) , ZRJE INA
AcOH(2. 0V, 14eq) » FIFFHURAE 23°C FHckE 20 950, SRIGAZE 0°Co MALEW) AP (1Wt,
1V, leq) ) MeOH (5. OV) VA ¥, 4K 22 4E 0°C B Rl 244+ 3 /NI, 78 23°C R 248 HE 1.5 /)
o H4 RMIREHH EtOAc (20V) #ike. ihuEkr £k &1 Zn o, H EtOAc (10V) M. B
Fi 1.00M HC1 ag(10V) ¥i¥k. HHAN)ZE, KEH Et0Ac (20V) #H. &IFFTAHILE, #K
VA R BESsS 1) 10wt % NaHCO, aq(20V) ;2) 10wt% Na,S,0, aq(8V) ;3) #hzk (8V),
W4, 13 2K W, R AR . A PO R VR 4k (Biotage, BEft —EtOAc
3172180 : 10),BR1L4EW AU0. 62Wt, 0. 90eq) , ik & EAIHLRY) .
[0404] 'H NMR(500MHz, CDC1,)
[0405]  85.01(1H, s),4.85(1H, s),4.41(1H, br),4.08-4. 12(1H, m), 3. 93 (1H, br),
3.60-3. 68 (2H, m), 3. 12 (1H, br),2.97-3. 05 (1H, m), 2. 69-2. 73 (1H, m), 2. 45 (1H, br),
2.29-2.33(1H, m) , 1. 53-1. 80 (10H, m) , 1. 33 (3H, d, J = 7. 5Hz)
[0406] °C NMR(125MHz, CDC1,)
[0407]  §150.95,123.29,105.49,79.66,77.69,68.79,62.84,41. 83,39. 03, 34. 33,
32. 11, 30. 89, 29. 80, 22. 93, 18. 61
[0408]  LRMS(ESI)m/z S 289. 96 [M+Na]®
[0409]  SEjiafs] 13 : AL AU & AL G4 AR

[0410]
o)
OH CN O
HCI-IPA-MeOH, rt
., O
4, O OH %E “ OH
HI%-H,0, 60°C
&Y AU wEYAR

(04111 J57Z& 23

[0412] G444 AU(IWE, 1V, leq) ¥ T MeOH (2. 0V) o KHRAMAE S 0°C, I HC1 (6M 1)
IPA J5W, 2. 0V, 13eq) « N FHEE 23°C, M EEN AW AU HREE 4 (£ 20 /)
). RMIEEWHEIE (8.0V) Fl/K (4.0V) #k, FrE PR AW AE 60°C Rk 3 /h
. AEH G, BHANLE, K BtoAc (8. 0V) % HL., A IHArE HHLE, Ik UL TR
ek :1) 10wt % NaHCO; aq(2.0V) 52) #hK (2.0V) 53) 7K (2. 0V), #4d, 13 2HL AL &9
AR (0. 93Wt, 0. 93eq) , MR E ECIHPIRY) A5 28 8V x 2) L5, TR alifkim A
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TN RS

[0413] 'H NMR(500MHz, CDC1,)

[0414] 8 4.98-4.99(1H, m), 4. 84-4. 85 (1H, m) ,4. 49-4. 54 (1H, m) ,4. 39 (1H, d, ] =
10. 5Hz) , 4. 00-4. 05 (1H, m) , 3. 59-3. 68 (2H, m) , 2. 63-2. 72 (2H, m) , 2. 56-2. 62 (1H, m) ,
2. 25-2. 30 (1H, m) , 2. 08-2. 14 (1H, m) , 1. 97-2. 02 (1H, m) , 1. 52-1. 82 (7H, m) , 1. 26 (3H, d, J
= 7.5Hz) , 1. 24-1. 34 (1H, m)

[0415]  "C NMR(125MHz, CDC1,)

[o416] & 180.34,151. 14,105.39,79.71,78.84,77. 54,62.72,39. 02, 35. 69, 34. 15,
32. 19, 32. 16, 31. 50, 29. 64, 16. 02

[0417]  LRMS(ESD)m/z SEMHMHE 290. 99 [M+Nal®

[o418]  SEjafs] 14 : AALAH AR & LAY AH

[0419]
o) o)
o) o)
_ TBDPSCI

o P o

' OH OME ' OTBDPS

rt

&Y AR &Y AH

[0420] & 24

[0421]  BALAY) AR(IWt, 1V, Leq) ¥&T DMF (2. Ovols) , 7E 23°C R (0. 330Wt, 1. 30eq)
(W) o BRMESEAVE RIS, R S 2 10°C, INNEUT 3 — R FL & Rk b (TBDPSC,
0. 969V, 1. 02Wt, 1. 00eq) o R MIREWIAE 10°C T HE 1 /N, FHE 2 23°C, fidk E RS
V) AR JHFESTEA (40 3 /NI ) o HRMIRA VIR BELE -MIBE 1 & 1(8.0V) ke, ¥ % 10°C.
FERIZAEFE T IAK 8. 0V) TR A A BL. BHKE. ANVZEAK (1. 0V) Bk,
WAA . 7 B8 7K AIVA 7 5 B R (8. 0V x2) Ly 25, 153 2L &4 AH, R RY (1. 98Wt,
100% ) o ZHA =M 75 Alidamn T RO .

[0422]  'H NMR(500MHz, CDC1,)

[0423] 8 7.65-7.67 (4H, m) , 7. 36-7. 44 (6H, m) , 4. 99 (1H, dd, J = 4. 0,2. 5Hz) , 4. 84 (1H,
dd, J = 4.0,2.5Hz),4.50-4.55(1H, m) ,4. 35(1H, d, J = 9.0Hz),3. 97-4. 02 (1H, m),
3.66-3.70 (2H, m), 2. 66-2. 71 (1H, m) , 2. 61-2. 66 (1H, m) , 2. 22-2. 27 (1H, m) , 2. 08-2. 14 (1H,
m), 1. 97-2. 03 (1H, m) , 1. 50—1. 81 (8H, m) , 1. 28 (3H, d, J = 7. 5Hz) , 1. 04 (91, s)

[0424]  "C NMR(125MHz, CDC1,)

[0425] & 180. 18, 151. 68, 135. 79 (4C) , 134. 21 (2C) , 129. 84 (2C) , 127. 89 (4C) , 105. 27,
79. 58, 78. 83, 77. 38,64. 02, 39. 08, 35. 78, 34. 20, 32. 29, 31. 76, 31. 60, 29. 31, 27. 16 (3C) ,
19. 48, 16. 15

[0426]  LRMS(ESD)m/z  SEIMHE 529. 26 [M+Na]®

[0427]  SZJGEH] 15 : MALEY) AH & ifL &40 AV
[0428]
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(0] N
o ~
1) (CH30)NHCH3 HCl T8S0
" MeAlL CH,Cl, AN,
' ]
ll,’ O OTBDPS O C I,’ O
2) TBSCI, Bk OTBDPS
DMF, rt

L&Y AH k&Y AV
[0429] & 25
[0430]  Jal 1 T S A BF P 2 ONN, O— R R ¥R R % R R Eh (0. 298Wt, 1. 55eq) . A
DCM (2. OV) , BT3B 2 -5°C o DT AR AN 3°C IR E 8 I = L4 (2. oM
(1) FR ZRVA W, 1. 48V, 1. 50eq) « INSEJG, BHRAGWIAE 0°C R HitHE 30 438h . DUE P ERIRE A
i 5CHIEEZ AL A AH(IWE, 1V, Teq) Y DCM(3. OV) V&, 4k427E 0C I EEIL &
Yy AH P EESE 4. 181 5 — B2 3 A 20wt % Rochelle £k (10Wt) F1MTBE (10V) , ¥4 % 0°C.
W R R G B Z A PR &Y, FIRHMRFF N ERRERT 5°C. Fr3IRAMAE 0C
TRIZUERE 30 4381, SREEH A TE . B A NUE, KJE A MTBE (10V) #HL. AT A bl
2 AR LA W eis :1) 20wt % Rochelle R (5Wt) :2) 7K (3V) :3) #hk (2V), ik
45, 152, R EGHCIRY . BRI S FROR (BY x 2) Lk g, o R alifh m A TR
Je R R
[0431]  HAH SR LM A T DMF (2. 0V) FH94 % 10°Co INABKIEE (0. 161Wt, 1. 20eq) , A )5
BON TBSCI (0. 297Wt, 1. 00eq) « 4 RMAE 15°C T HiHE 2 /NEF, 7428 23°C, i bk 2 F B i
AR TS A . W RARAY AP -MIBE 1 @ 1(10V) #kE, %2 0°C. IIAIK (8Y), K
FUFE TR AR A9, (E AL . B HHAAUZ, KZHBEEE -MTBE(1 @ 1v/v,8.0V) ZHL.
HIFFAANZE, KLU TSRS :1) 7K (3.0V) 52) #h7K (3. 0V) , Wi, 13 R A&
) AV (1. 35Wt, 0. 99eq) , ik T L IHIRA) o
[0432]
[0433]  ANATUECAZREL AR L BH U BRE 0% 1 i 1A B RIS, nT AR BIVE 2 A ORI R e
REFR ISR 7 B8 o IR LE 5[] 77 S HHE A1 A AE AR 2 BH BV P 481 T AR BRI 2R - 1%
HE o 5| F BT 228 SOk & FUR& I FRAE I P9 R #0E I 51 L JRANAR L. Al PR s %
I HR R R L e SCHR AP 038 1 1 2E Rl 43 b RN 5 v B T AR R I R st T B
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